General Methods:
Commercial grade reagents and solvents were used without further purification except as indicated below. 7-Aminocephalosporanic acid (7-ACA) and 1,2,2,2-tetrachloroethyl chloroformate were purchased from Acros. Tetrahydrofuran (THF) was distilled from sodium and benzophenone. Reactions were carried out in oven-or flame-dried glassware under an atmosphere of dry argon only when specified in the experimental details. All reactions were magnetically stirred and monitored by analytical thin-layer chromatography using aluminum-backed 0.2 mm silica gel 60 F-254 plates. Visualization was accomplished by UV light (254 nm), and potassium permanganate.
Flash chromatography was performed with silica gel 60 (230-400 mesh). 1 H NMR and 13 C NMR spectra were recorded at ambient temperature with the residual solvent peaks as internal standards. The line positions of multiplets are given in ppm (δ) and the coupling constants (J) are given as absolute values in Hertz. All melting points were recorded uncorrected. High-resolution mass spectra (HRMS) data were obtained as specified. Yields refer to chromatographically and spectrographically pure compounds, unless otherwise noted.
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N-Boc piperazine (4).
To a solution of piperazine (5.2 g, 60.37 mmol) in 100 mL of DCM at 0 o C was added a DCM (50 mL) solution of di-tert-butyldicarbonate (6.59 g, 30.19 mmol) dropwise. Then the mixture was stirred at 0 o C for an additional 1 h and filtered. The filtrate was concentrated under reduced pressure. Water (75 mL) was added to the resulting oil and filtered.
The filtrate was saturated with potassium carbonate, and then extracted with diethyl ether (3 x 50 mL). The combined organic solvent was dried over Na 2 SO 4 and filtered. The solvent was removed under reduced pressure to give 4 as a yellow solid (5.61 g, 50% yield). Spectral data is consistent with previously reported data. 
tert-Butyl-4-(4-(benzyloxycarbonyl)-2-fluorophenyl)piperazine-1-carboxylate (6).
A vigorously stirred solution of compound 5 (2.00 g, 6.15 mmol) in 15% aqueous THF (50 mL) previously purged with argon was charged with Pd/C (10% wt, 200 mg). The resulting mixture was stirred under an atmosphere of H 2 . After 9 h, the mixture was filtered. The filtrate was cooled to 0 °C and treated with NaHCO 3 (2.06 g, 24.6 mmol), followed by benzyloxycarbonyl chloride (1.1 mL, 7.38 mmol). The mixture was stirred for an additional 1 h at 0 o C, then the solvent was removed under reduced pressure. The resultant aqueous suspension was extracted with EtOAc (3 x 15 mL). The combined organic layers were washed with brine, dried over Na 2 SO 4 , filtered, and concentrated by rotary evaporation. The crude product was purified by silica gel chromatography (1:10 to 1:5 EtOAc/hexanes) to afford 6 as a white solid (2.35 g, 89% yield for two steps The reaction mixture was stirred at room temperature for 4 h until TLC analysis indicated that compound 7 was consumed. The reaction mixture was concentrated to a slurry under reduced pressure and then EtOAc (5 mL) and 10% citric acid (5 mL) were added. The mixture was separated and the organic layer was washed with 10% citric acid (3 x 5 mL), water, and brine. The organic layer was dried over Na 2 SO 4 , filtered, and concentrated to a white solid. The crude material was purified by silica gel chromatography . To a DCM solution (anhydrous, 5 mL) of compound 8 (50 mg, 0.114 mmol) in a round-bottomed flask was added TFA (0.08 mL, 1.14 mmol) at once at room temperature. After that, the reaction mixture was stirred at room temperature for an additional 1h and 40 min until TLC analysis indicated that compound 8 was consumed. Then the reaction was diluted with CH 2 Cl 2 (10 mL) and washed with saturated Na 2 CO 3 solution until the pH value of the aqueous layer was 9. Then the aqueous layer was extracted with DCM (3 x 10 mL) and the combined organic solvent was washed with brine, dried over Na 2 SO 4 , filtered, and concentrated under reduced pressure to afford compound 3a as a light yellow glass (35.5 mg, 92%). . A solution of compound 7 (100 mg, 0.253 mmol) in dry CH 2 Cl 2 (15 mL) was cooled to 0 °C. The solution was treated with Et 3 N (0.039 mL, 0.278 mmol) followed by methanesulfonyl chloride (0.022 mL, 0.278 mmol). After 0.5 h, the solution was washed with 10 mL of distilled H 2 O followed by washing with brine. The organic layer was dried over Na 2 SO 4 , filtered, and was concentrated under reduced pressure to give a yellow solid (119 mg, 1.93 mmol To a solution of compound 9 (0.058 g, 0.132 mmol) in anhydrous DCM (5 mL) was added TFA (0.099 mL, 1.33 mmol) at once at room temperature. After that, the reaction mixture was stirred at room temperature for an additional 1h and 40 min until the TLC monitoring indicated that 9 was consumed. The reaction mixture was diluted with CH 2 Cl 2 (10 mL) and washed with saturated Na 2 CO 3 solution until the pH value of aqueous layer was 9. The water was extracted with DCM (3 x 10 mL) and the combined organic solvent was washed with brine, dried over Na 2 SO 4 , filtered, and concentrated to afford compound 3b as a light yellow glass (42 mg, 90% compound 10 as a white solid (550 mg, 29%). Spectral data was consistent with previously reported data. -8-oxo-7-(2-phenylacetamido)-3-(((1,2,2,2-tetrachloroethoxy)carbonylox  y)methyl)-5-thia-1-aza-bicyclo[4.2.0]oct-2-ene-2-carboxylate (11) . To a stirred suspension of compound 10 (150 mg, 0.292 mmol) in CH 2 Cl 2 (15 mL) was added 1,2,2,2-tetrachloroethyl chloroformate (0.045 mL, 0.292 mmol) followed by the dropwise addition of pyridine (0.031 mL, 0.379 mmol) at 0 ºC. The reaction mixture was stirred for 35 min and then diluted with CH 2 Cl 2 (30 mL) and washed with ice cold 0.5 N HCl (10 mL) and cold water (10 mL). The organic layer was dried over anhydrous MgSO 4 , filtered and concentrated. The residue was purified by flash column chromatography (1:2, EtOAc/hexanes) to give compound 11 as a white solid (184 mg, 87%). Spectral data was consistent with previously reported data. 
(6R,7R)-Benzhydryl-3-((1-(4-((R)-5-(acetoxymethyl)-2-oxooxazolidin-3-yl)-2-fluorophenyl)pi perazine-4-carbonyloxy)methyl)-8-oxo-7-(2-phenylacetamido)-5-thia-1-aza-bicyclo[4.2.0]oct-2-ene-2-carboxylate (12).
To a solution of compound 11 (80 mg, 0.11 mmol) in anhydrous dichloromethane (5 mL) were added amine 3a (62 mg, 0.166 mmol) of a solution in DCM (2 mL) and the mixture was stirred at rt for 4.5 h until TLC analysis indicated the consumption of 11. Dichloromethane (15 mL) was added, and the organic layer was washed with brine and distilled water, separated, dried over anhydrous MgSO 4 , filtered, and concentrated under reduced pressure to give an off white solid (45 mg). Purification by silica gel chromatography (1:2, 1:1, EtOAc/haxanes) to give compound 12 as a white solid (58 mg, 60% . To a solution of 7-ACA (120 mg, 0.44 mmol) in saturated aqueous NaHCO 3 (15 mL) and acetone (5 mL) was added phenylacetyl chloride (ca. 2 equivalents, ca. 0.06 mL) in two portions. After stirring for 17 h, the reaction mixture was acidified with concentrated HCl to pH 1.5 and extracted with CH 2 Cl 2 (2 x 10 mL) and the combined organic layers were washed with brine, dried over MgSO 4 , filtered and concentrated under reduced pressure. The residue was suspended in diethyl ether and stirred for 17 h to remove phenylacetic acid (by-product). The suspension was filtered and the obtained crude product was washed with diethyl ether and dried in vacuo to afford compound 14 as an off-white solid (142 mg, 83%). Spectral data was consistent with previously reported data.
Antimicrobial assay by the agar diffusion method Antibacterial activity was determined by agar diffusion tests according to the literature. The minimal inhibitory concentration (MIC) of cephalosporin-oxazolidinone 1 against several organisms was determined by broth microdilution method, following NCCLS guidelines. 200  192  184  176  168  160  152  144  136  128  120  112  104  96  88  80  72  64  56  48  40  32  24  16  8 
